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Selection, minimization and characterizati n 
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Alpha-screen assay suggests 2:1 aptamer/TGFp2 
stoichiometry 
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Modifications of TGF b2 have different effects on 
its activity and aptamer binding affinity 



WT ALDAAYCFRNVQDNCCLRPLYIDFKRDLGW ((SEQ ID NO: 152) 

N-Longtag MRGSHHHHHHGMASMTGGQQMGRDLYDDDDKDRWALDAAYCFRNVQDNCCLRPLYIDFKRDLGW (SEQ ID NO: 153) 

N-Shorttag MHHHHHALDAAYCFRNVQDNCCLRPLYIDFKRDLGW (SEQ ID NO: 154) 

WT GYN AN FCAG ACPYLW SSDTQHSRVLSLYNTINPEASASPCCVSQDLEPLTILYYIGKTPKIEQ LSNH1 (SEQ ID NO: 155) 

N-Long tag GYN AN FCAG ACPYLW SSDTQHSRVLSLYNTINPEASASPCCV5QDLEPLTILYYIGKTPKIEQ LSNM1 (SEQ ID NO: 156) 

N-short tag GYN AN FCAG ACPYLW SSDTQHSRVLSLYNTINPEASASPCCVSQDLEPLTILYYIGKTPKIEQ LSNMI (SEQ ID NO: 157) 
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RIII can block the aptamer binding to TGF (32 
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PK study 03002-002 -ARC1 27 IV, IP, SC admin, 10 mg/kg 
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Figure 17 



Competition assay of PK plasma samples from 
study 03002-002, ARC127, 10 mg/kg, IV, 12-17-03 data 
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Titration of TGFb2 aptamers on 100pg/ml TGFb2 treated MLEC 
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Titration of aptamers on 25pg/m1 TGF02 treated MLEC 
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Titration of aptamers on 25p^ml TGFp2 treated IVLEC 
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Figure 21 A 
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• subconj injection, 1 mg/eye, bilaterally 

• Cmax (aq)= 303.8 ng/mL (28.4 nM) at 0.5 hr 

• Cmax (pl)= 7750.5 ng/mL (721.1 nM) at 12 hr 

• MRT (aq) = 12.80 hr (t 1/2 = 17.52 hr) 

• MRT (pi) = 17.28 hr (t m = 6.94 hr) 
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